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Claims 



What is claimed is: 
5 1. A compound of formula I: 



10 



R 3 O 



Rs R1 1 

or a pharmaceutically acceptable salt thereof, wherein: 

X is N or C, provided that when X is N, R 5 is absent at that position; 



Ri is (Ci-C 6 )alkyl, 

halo(Ci-C 6 )alkyl, 
(C 3 -C6)cycloalkyl, 
halo(C 3 -C 6 )cycloalkyl 
15 aryl, and 

heteroaryl; 

CH 2 (C 3 -C6)cycloalkyl; 

R 2 is H, 
20 NH 2 , 

O 

— N-P-OH 
H OH 

O 

— N-P-0(CrC 6 )alkyl 
H 6(CrC 6 )allcyl 

NH(Ci-C6)alkyl, 

NH(C 3 -C 6 )cycloalkyl, 

25 NH-aryl, 

NH-heteroaryl, 
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C6» 2 , or NR 2 dR2e, wherein R2d and R 2e are 
each independently H, (Ci-C6)alkyl, or (C3- 
C7)cycloalkyl, 

I O U H2g 

q , wherein q is 0 or 1, R 2 f and R 2f are each 

independently H, (Ci-C6)alkyl, aryl, or heteroaryl, or taken 
together with the carbon to which they are attached form a 
3, 4, 5, or 6 membered substituted or unsubstituted ring, 
and R 2g is 

(Ci-C 6 )alkyl, 

(C3-C7)cycloalkyl, 
aryl, or 

heterocyclo, or 
heteroaryl; 



R 3 , R4, and R5 are each independently H, 
halo, 
NH 2 , 

(d-QOalkyl, 
halo(Ci-C6)alkyl, 
(Ci«C6)alkoxy, or 
halo(Ci-C 6 )alkoxy 
nitrile; or 



Ri and R5 taken together with the carbons to which they are attached form 
a substituted or unsubstituted 5- or 6-membered substituted or 
unsubstituted ring containing 0, 1, or 2 heteroatoms selected from 
O, S, SO, S0 2 , or NR X , wherein R x is H or (Ci-QOalkyl; and 
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NHS0 2 -(Ci-C 6 )alkyl, 

NHS0 2 -aryl, 

NHS0 2 -heteroaryl, 

O 

— N-(CR 2a R2a)g-0- 1L QR2b 

H , wherein g is an integer from 1 to 

10, Q is O, NH, or is absent, and R^ and R^' are each 
independently H or (Ci-C6)alkyl, or taken together with the 
carbons to which they are attached form a 3, 4, 5, or 6- 
membered substituted or unsubstituted ring, and R 2 b is (Ci- 
C^alkyl, aryl, or heteroaryl, 



O 

— N-(CR2aR2a)g-0-P-(OH)2 

10 H or 



v ' P , wherein " " indicates the point of attachment, p is 



O 

— N-(CR 2a R2a)g-0-P-(0(C 1 -C 6 )alkyl)2 

H , wherein and 

Rza-are as defined above, 

O 



0 or 1, and 
15 R^ is H, 

(Ci-C 6 )alkyl, 

0(Ci-C 6 )alkyl, 

(C3-C7)cycloalkyl, 

aryl, 

20 heterocyclo, 

heteroaryl, or 

O 

(CHRgaJh— O-^— QR2b or — ( CHR 2a)n — Y > wherein 
R2a, R 2 b» and Q, are as defined above, and h 
and n are each independently integers from 0 
25 to 10, and Y is OH, OPCKOHk, OPO(0(Ci- 
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Ais Ra Rb , WM Rb ,or WM «b , wherein z is 0, 1, or 2 
and q is 0, 1, 2, or 3; 

Ra and R b are each independently H, (Ci-C^alkyl, (d-C 6 )alkoxy, halo(Ci- 
5 C 6 )alkyl, halo, or R a and R b taken together with the carbon to 

which they are attached form C=0, C=NO(Ci-C 6 )alkyl, or a 3,4,5 
or 6-membered substituted or unsubstituted ring; 

R', R", R'", and R"" are each independently H, 
10 (Ci-C 6 )alkyl, 

-0(Ci-C 6 )alkyl, 
halo(Ci-C 6 )alkyl, 
aryl,or 
heteroaryl; 



15 



and B is 

R{ R e , 

Re Rc ,or 



Rev .Rd 

N 



Rf w R e 
NC 



«h Rc , 



W R~ in Ra Rb or ™ R b . R' 



20 provided that when B is Rc in Ra Rb or R| » ,R' 

is not -0(Ci-C6)alkyl, and wherein " — " indicates the point of 
attachment; 
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Rc and R<, are each independently H, 
(Ci-C 6 )alkylnitrile; 

O 

ii 

— P-OH 
OH 

o 

— P-0(C 1 -C 6 )alkyl 
5 0(C r C 6 )alkyl 

(d-QDalkyl, 
(C 3 -C 6 )cycloalkyl, 
heteroaryl, 
S0 2 -(Ci-C 6 )alkyl, 
10 S0 2 -aryl, 

S02-heteroaryl, 

O 

— (CR^Rj^g-O -"-QRab ^ wherein gisan integer from 1 tQ 10> Q 

is as defined above, and and R^ are each independently 
H or (Ci-QOalkyl, or taken together with the carbons to 
15 which they are attached form a 3, 4, 5, or 6-membered 

substituted or unsubstituted ring, and R 2b is (Ci-QOalkyl, 
aryl, or heteroaryl, 

O O 

(CR 2 aR2 a )g-0-P-(OH) 2 or (CRaaRaaOg-O-P-COtCrC^alkyl)., 

wherein R2a and R^are as defined above, 

20 p wherein " — «• " indicates the point of attachment, p is 

0 or 1, and 
R2c is H, 

(Ci-C 6 )alkyl, 

OCCi-C^alkyl, 
25 (C 3 -C 7 )cycloalkyl, 
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aryl, 

heterocyclo, 
heteroaryl, or 

O 

— (CHRgaJh-O-^QRzb or — ( CHR 2a)j-Y wherein 
5 R.2a> R2b, and Q are as defined above, and h 

and j are each independently integers from 0 
to 10, and Y is OH, OPO(OH) 2 , OPO(0(Ci- 
C6)>2, or NR2dR2e, wherein R2d and R 2e are 
each independently H, (Ci-C6>alkyl, or (C3- 
10 C7)cycloalkyl, 

9 R2f v «2f 

q , wherein q is 0 or 1, R 2 f and R 2 f are each 

independently H, (Ci-C6>alkyl, aryl, or heteroaryl, or taken 
together with the carbon to which they are attached form a 
3, 4, 5, or 6 membered substituted or unsubstituted ring, 
15 and R 2g is 

(Ci-C 6 )alkyl, 

(C3~C7)cycloalkyl, 
aryl, or 

heterocyclo, or 
20 heteroaryl; 

Re and R f are each independently H, Ci-Ce alkyl, haloalkyl, halo, or Re and 
Rf taken together with the carbon to which they are attached form a 
3,4,5 or 6-membered substituted or unsubstituted ring; 



25 



R g and R^ are each independently H, C1-C6 alkyl, haloalkyl, or taken 

together with the carbon to which they are attached to form a 3,4,5 
or 6-membered substituted or unsubstituted ring.; and 
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Rj and R k are each independently H, (Ci-C6)alkyl, haloalkyl, (Ci-C6)alkyl- 
NRcRd, (Ci-C 6 )alkyl-ORc, aryl, heteroaryl, heterocycle, 
O 

(°1 -C 6 )alkyl— " Z— R d ^ wherein Zis0o r NRc, or Rj and R k 
5 taken together with the carbon to which they are attached to form a 

3,4,5 or 6-membered substituted or unsubstituted ring. 

2. The compound of claim 1, wherein 
XisCorN; 

10 Ri is (Ci-C6)cycloalkyl and halo(Ci-C6)cycloalkyl, aryl, or heteroaryl; 

R 3 isHorNH 2 ; 
R4 is H or halo; 

R5 is halo, methyl, trifluoromethyl, methoxy, fluoromethoxy, 
difluoromethoxy, or trifluoromethoxy when X is C. 

15 

3. The compound of claim 2, wherein 
XisCorN; 

Ri is cyclopropyl or fluorocyclopropyl; 
R 3 is H or NH2; 
20 R4 is H or F; 

R5 is halo, methyl, or methoxy. 

4. The compound of claim 1, wherein Ri, R3, and R5 are as provided in the 
following structures, and R2 is NH 2 or H, and R4 is H or F: 

OOO 



25 




Me 



A 
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5 




5. The compound of claim 1, wherein 
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z is 0, 1, 2, when q is 2 or 3 or z is 1 or 2 when q is 0, 1, 2, or 3; 
R a and Rb are each independently H, methyl, ethyl, fluoro, fluoromethyl, 
trifluoromethyl, fluorethyl, methoxy, MeO-N, or taken together with the carbons 
to which they are attached form a cyclopropyl ring; 
5 R\ R n , R'", and R"" are each independently H, fluoro, methyl, ethyl, 

flouromethyl, fluoroethyl, phenyl, benzyl, or methoxy; 

Rc and Ra each independently are H, methyl, or ethyl; 
Re and Rf each independently are H, methyl, or ethyl; 
R g and R h each independently are H, methyl, ethyl, fluoromethyl, 
10 difluoromethyl, trifluoroethyl, cyclopropyl, phenyl, isoxazolyl, carboxymethyl, 

O 

carboxyethyl, or NHMe 9 OT taken together with the carbons tro which they are 

attached form ^ ; and 

Rj and Rk each independently are H, methyl, ethyl, fluoromethyl, 
difluoromethyl, trifluoroethyl, cyclopropyl, phenyl, isoxazolyl, carboxymethyl, 

O 

X 

15 carboxyethyl, or NHMe 9 or taken together with the carbons tro which they are 
attached form A. 



r 1 



6. The compound of claim 1, wherein A is Ra Rb , and z is 0, 1, or 2, 
selected from the group consisting of: 
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>~ Meo : N x>^> b t> *p- M B x> 

R B 

Me \ _ Ph R \ 

B ty -O O- T> Et X> —O 

B B B B 

*K>- B i> F X> p JO ^X> p 3 c^ n 

B. ^ JS b F B Bv 



MeCT Me Me 



J> J> B t> B t> ^ , JO 




R 




wherein " » indicates the point of attachment, or A is "» or 

R'" ^ 7 ■ 




)z 

"b , wherein z is 0, 1, or 2 and q is 0, 1, 2, or 3, selected from the 
group consisting of: 

B B B B ^) 

"□0 Nw cib Nw Ct> w <C nw v> 



F ? p B B 

wherein " ruxrLro " indicates the point of attachment. 
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The compound of claim 6 or 7, wherein B is R © Rf , or 

«h Rc , or Hf R e , and is selected from the group consisting of: 
NC— v NC— \ NC— v NC^ /\ /s. 

H , Me , Et , H 

/ F F v F 
Me r Y 

NC^^ N ^ NC^^ N A, NC^-^A, NC.^^A, 



Me H H H 



r y 




H H H H 




Me Me 

H , Me , Et 

Me Me v-v V7 

N °v^ N ^ NC^\ N X, NC^^ N X, NC^^ N X, 
Et H H Me 

F F 0*^OR 



F- 

H H H 



O^NHR 



NC^.Jk, R= C^-C^W NH 2 NHMe 

n 7 9 » 



OMe .OMe 



10 H , and Me 

wherein " rx/x/vru " indicates the point of attachment. 
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8. The compound of claim 6, wherein Ra Rb is selected from the group 



consisting of: 

y e Me Me RHNK^ 

Me Me „ RHN RHN ^_ 

«r<>- Jb- "-^o- r *0sP 




Me^ "UN 



^ • RHN J>™ 
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Me 



Me Me 

MeO^ ho n-^0 




RHN*^ — s, RHN" , , 



no 



^ Me 



p 3 c 



RHN' 



RHN-^V^\ 

1 N*~ 




RHN 


S 

riniN — \ 

Ly N ~ 


Me. 

RHN^N/-^ 

LA 


Me 




MeOT ' 






Me RHN 

Me 



EtO^o H 2 N o Me RHN ^S^\ 



RHN 

Me 

RHN" 



wherein R is CH 2 CH 2 CN and wherein " *vww » indicates the point of attachment. 



5 9. The compound of claim 6, wherein Ra Rb is selected from the group 
consisting of: 
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1 1 1 R Me R 

A> *V M -s^t> «-Vt> Me s-\> 




wherein R is CH 2 CN, and wherein " " indicates the point of attachment. 



5 10. The compound of claim 6, wherein 




selected from the group consisting of: 

RHN RHN NHR 

to- <±> o> O- <o~ 

F RHN RHN RHN 

wherein R is CH2CH2CN and wherein " 'wxn, " indicates the point of attachment 
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B 

1 1 . The compound of claim 6, wherein Rb or R b is 

selected from the group consisting of: 

/ R FLHISL ^ R RcHN^ R n HKI .R 



n> cr> ct> <o 




wherein Rc is H or (Ci-Qs)alkyl, R is CH 2 CN, and wherein " «vwu » indicates the 
point of attachment. 



12. The compound of claim 1, which is a compound of formulas n, IE, IV, V, 
or VI. 



10 
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13. A compound which is : 
5 3-{ [l-(3-Aiiiino-l-cyclopropyl-6-fluoro-8-methoxy-2,4-dioxo-l ,2,3,4-tetrahydro- 
quinazolin-7-yl)-pyrroUdin-3-ylmethyl]-amino } -propionitrile; 

3-{[l-(l-Cyclopropyl-6-fluoro-8-^ 
quinazohn-7-yl)-pyrrohdin-3-yl^ 

10 

3-{ [l-(3-Amino-l-cyclopropyl-6-fl^ 

quinazohn-7-yl)-pyrroUdin-3-ylmethyl]-amino}-propiom 

3-{[l-(l-Ctyclopropyl-6-fluoro-8-^^ 
1 5 7-yl)-pyrroUdin-3-ylmethyl]-amino } -propionitrile; 

3- { [ 1 -(3-Amino- 1 -cyclopropyl-6-fluoro-8-methoxy-2 > 4-dioxo- 1 ,2,3 ,4-tetrahydro- 
quinazoUn-7-yl)-pym>Udin-3^ 

20 3-{[l-(l-Cyclopropyl-6-fluoro-8-methoxy-2,^ 

quinazolin-7-yl)-pyrrohdin-3-ylmethyl]-methyl-amino 

3-{[lK3-Amino-l^yclopropyW-fluoro-8-me1hyl-2,4-diox 

quinazolin-7-yl)-pyrrohdin-3-ylmethyl]-methyl-amino } -propionitrile; 

25 
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3-{[l-(3-Amino-l-cyclopropyl-6-fl^^ 
quinazolin-7-yl)-pyrroHdin-^^ 

3-{l-[l-(3-Anuno-l-cyclopropyl-6-fl^^ 
5 tetrahydro-quinazoUn-7-yl)-py^^ 

3-{l-[l-(l-Cyclopropyl-6-fluoro-8-me^ 

qxiinazolin-7-yl)-pyrroUdin-3-yl]-ethylamino } -propionitrile; 

10 3-{ l-[l-(l-Cyclopropyl-6-fluoro-8-me 

qiiinazoUn-7-yl)-pyrroUdin-3-yl]-ethylamino } -propionitrile; 

3-( { 1 - [ 1 -(3- Amino- 1 -cyclopropyl-6-fluoro-8 -methoxy-2,4-dioxo- 1 ,2,3 ^ 
tetrahydro-quinazoUn-^ 

15 

3-({ 1 -[ 1 -(1 -Cyclopropyl-6-fluoro-8-methoxy-2,4-dioxo- 1 ,2,3 ,4-tetrahydro- 
quinazolin-7-yl)-pyrrolidin-3-yl]-ethyl } -methyl-ainino)-propionitiile; 

3-({ 1 -[ 1 -(3-Amino- l-cyclopropyl-6-fluoro-8-methyl-2,4-dioxo- 1 ,2,3 ,4- 
20 tetrahydro-quinazoUn-7-yl)-pyrro^ 

3-({l-[l-(l-Cyclopropyl-6-fluoro-8-m 
quinazolin-7-yl)-pyrrolidin-3-yl]-ethyl } -methyl-amino)-propionitrile; 

25 3-{[l-(3-Ammo-l-cyclopropyl-6-fl^ 

quinazolin-7-yl)-3 -methy l-pyrrolidin-3 -ylmethy 1] -amino } -propionitrile ; 

3-{[l-(l-Cyclopropyl-6-fluoro-8-methoxy-2,4-dioxo-l,2,3,4-tetrahydro- 
qiiinazoUn-7-yl)-3-methyl-pyrroUdin-3-ylmethyl]-amino } -propionitrile; 

30 

3-{[l-(3-Amino-l-cyclopropyl-6-fl^^^ 
quinazolin-7-yl)-3-methyl-pym>U^ 
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3-{[l-(l-Cyclopropyl-6-fluoro-8-met^ 

7-yl)-3-methyl-pyrroUdin-3-ylmethyl]-amino } -propionitrile; 

5 3- { [ 1 -(3 -Amino- 1 -cyclopropyl-6-fluoro-8-methoxy-2,4-dioxo- 1 ,2,3 ,4-tetrahydro- 
quinazoBn-7-yl)-3-metJiyl~pyrrolidm^ } -propionitrile; 

3-{[l-(l-C^clopropyl-6-fluoro-8-methoxy-2,4-dioxo-l,2,3,4-tetrahydrc^ 
quinazolin-7-yl)-3-metiiy^ } -propionitrile; 

10 

3- { [ 1 -(3 - Amino- 1 -cyclopropyl-6-fluoro-8-methyl-2,4-dioxo- 1 ,2 ,3 ,4-tetrahydro- 
quinazolin-7-yl)-3-methyl-pyrro^ 

3-{[l-(l-Cyclopropyl-6-fluoro-8-meft^ 
15 7-yl)-3-methyl-pyrrottdm^ 

3-{ l-[l-(3-Amino-l-cyclopropyl-6-fluoro-8-methoxy-2,4-dioxo-l,2,3,4- 
tetrahydro-quinazoUn-7-yl)-pyrro^ 

20 3-{l-[l-(l-Cyclopropyl-6-fluoro-8-^ 

qiiinazoHn-7-yl)-pyiroUdin-3-yl]-cyclopropylamino}-propionitri 

3-{l-[l-(3-Ainino-l-cyclopropyl-6-fluoro-8-methyl-2,4-dioxo-l,2,3,4-te 
qxiinazolin-7-yl)-pyrrolidin-3-yl]-cyclopropylamino } -propionitrile; 

25 

3-{ l-[l-(l-Cyclopropyl-6-fluoro-8-methyl-2,4-dioxo-l ,2,3,4-tetrahydro- 
quinazolin-7-yl)-pyrrolidin-3-yl]-cyclopropylamino } -propionitrile; 



3-({l-[l-(3-Amino-l-cyclopropyl-6-fluoro-8-methoxy-2,4-dioxo-l,2,3,4- 
30 teti^ydro-quinazoUn-7-yl)-pyro 

propionitrile; 
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3-({l-[l-(l-Cyclopropyl-6-fluor^ 

quinazolin-7-yl)-pyrrolidin-3-yl]-cyclopropyl } -methyl-amino)-propionitrile; 

3-({l-[l-(3-Aimno-l-cycto^^ 
tetrahydro-quinazoUn-7-yl)-pyiroUdin-3-yl]-cyclopropyl}-m^ 

propionitrile; 

3-({l-[l-(l-Cyclopropyl-6-fluoro^ 
quinazolin-7-yl)-pyrrolidin-3-yl]-cyclopropyl } -methyl-amino)-propionitrile; 

N-[2-[l-(3-AmincKl-cyclopro^ 
teti^ydro-quinazoUn-7-yl)-pyro^ 

acetamide; 

N-[2-[l-(l-Cyclopropyl-6-fluo^ 
qviinazoUn-7-yl)-pyiToUdin-3-yl]-2-(2-cyano-ethylaim 

N-[2-[l-(3-Amino-l-cyclopro^ 
quinazoHn-7-yl)-pyrroUcttn-3^ 

N-[2-[l-(l-C^clopropyl-6-fluoro-8-methyl-2,4-dioxo-l,2,3 
quinazoUn-7-yl)-pyrroHdin-3-y^ 

N-{2-[l-(3-Amhio-l-cyclopropyl-^^ 
tetxahydro-qumazolm-7-yl)-p 

ethyl } -acetamide; 
N-{2-[l-(l-Cyclopropyl-6-fluoro^ 

quinazolin-7-yl)-pyrroUdin^-yl]-2-[(2-cyano-ethyl)-methyl-ai^ } - 

acetamide; 
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N-{2-[l-(3-Amino-l-cyclopropyl-6^ 
quinazoUn-7-yl)-pyrroUdin-3-yl]-2-[(^^ 

acetamide; 

5 N-{2-[l-(l-Cyclopropyl-6-fluoro-8-^^ 
quinazolin-7-yl)-pyrroUdin-3-yl]-2-[^^ 

acetamide; 

3- { [ 1 -(3 - Amino- 1 -cyclopropyl-8 -methoxy-2,4-dioxo- 1 ,2,3 ,4-tetrahydro 
10 quinazoUn-7-yl)-pyrroUdin-3~ylmeth^ 

3- { [ l-( 1 -Cyclopropyl-8-methoxy-2,4-dioxo- 1 ,2,3 ,4-tetrahydro-quinazolin-7-yl)- 
pyrroUdin-3-ylmethyl]-ainino}-propiomtrile; 

15 3- { [ l-(3-Amino- 1 -cyclopropyl-8-methyl-2,4-dioxo-l ,2,3 ,4-tetrahydro-quinazolin- 
7-yl)-pyiroUdin-3-ylmethyl]-amino}-propionitrile; 

3- { [ 1 -( 1 -Cyclopropyl-8-methyl-2,4-dioxo- 1 ,2,3 ,4-tetrahydro-quinazolin-7-yl)- 
pyrrolidin-3-ylmethyl]-amino } -propionitrile; 

20 

3-{[l-(3-Amino-l-cyclopropyl-8-methoxy-2,^^ 
quinazoUn-7-yl)-pyrroUdin-3-ylmethyU^ 

3-{[l-(l -Cyclopropyl-8-methoxy-2,4-dioxo- 1 ,2,3 ,4-tetrahydro-quinazolin-7-yl)- 
25 pyrrolidin-3 -ylmethyl] -methyl-amino } -propionitxile; 

3-{[l-(3-Amino-l-cyclopropyl-8-methyl-2,4-dioxo-l,2,3,4-tetrahydro-^ 
7-yl)-pyrroUdin-3-ylmethyl]-methyl-amino}-propiomt^ 

30 3-{[l-(l<tyclopropyl-8-methyl-2,4^o^^ 

pyrrolidin-3 -ylmethyl] -methyl-amino } -propionitxile ; 
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3-{l-[l-(3-Amino-l-cyclopropyl-8-me^^ 

quinazolin-7-yl)-pyixoUdin-3-yl]-ethylamino}-propiom 

3-{ l-[l-(l-Cclopropyl-8-methoxy-2,4-dioxo-l ^^^tetrahydro-quinazolin-T-yl)- 
5 pyrrolidin-3-yl]-ethylamino }-propionitrile; 

3-{l-[l-(3-Amino-l-cyc^ 

quinazoUn-7-yl)-pyrroHdin-3-yl]-ethylamino}-propionitri^^ 

10 3-{l-[l-(l-Cclopropyl-8-methy^ 

pyrrolidin-3-yl]-ethylamino}-propionitrile; 

3-({l-[l-(3-Amino-l-cyclopropyl-8-me^ 

quinazolin-7-yl)-pyrrolidin-3-yl]-ethyl}-methyl-am 

15 

3-({ l-[l-(l-Cclopropyl-8-methoxy-^ 

pyrroUdin-3-yl]-ethyl}-methyl-amino)-propionitrile; 

3-({HH3-Amino-l-cyclopropyl-^^ 
20 quinazolin-7-yl)-pyrrolidin-3-yl]-ethyl } -ethyl-amino)-propioiiitrile; 

3-({l-[l-(l-Cclopropyl-8-methyl-2/l~^ 

pyrroUdin-3-yl]-ethyl}-ethyl-anuno)-propionitrile; 

25 3-{[l-(3-Amino-lK:yclopropyl-8-methoxy-2,4-dioxo-l,23,4-tetrahydr^ 
quinazolin-7-yl)-3-methyl-pyrroU&^ 

3-{[l-(3-Amino-l^yclopropyl-8-me^ 
quinazoUn-7-yl)-3-methyl-pyrroUcUn-3-ylmethyl]-anu 

30 

3-{ [l-(3-Amino-l-cyclopropyl-8-methyl-2,4-dioxo-l ,2,3,4-tetxahydro-quinazolin- 
7-yl)-3-methyl-pyrroUdin-3-ylmethyl]-aii]dno } -propionitrile; 
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3-{ [l-(l-Cyclopropyl-8-methyl-2,4-dioxo-l ,2,3,4-tetrahydro-quinazolin-7-yl)-3- 
methyl-pyrroKdin-3-ylmethyl]-aniino}-propioiu 

3-{[l-(3-Amino-l-cyclopropyl-8^ 
quinazolin-7-yl)-3-methyl-pyrroMdin-3-ylmethyl]-methyl^ } -propionitrile; 

3-{[l-(l-Cyclopropyl-8-methoxy-2,4-dioxo-l,23,4-tetrahydro-quinaz 
methyl-pyn:oUdin-3-ylmethy^ 

3-{[l-(3-Amino-l-cyclopropyl-8-met^ 

7-yl)-3-methyl-pyrroUdin-3-ylmethyl]-methyl-ai^ 

3-{[l-(l-Cyclopropyl-8-methyl-2/^ 

methyl-pyrroUdin-3-ylmethyl]-methyl-amino } -propionitrile; 

3-{l-[l-(3-Aniino-l-cyclopropyl-8-m 
quinazoKn-7-yl)-pym)Udin-3^^ 

3-{l-[l-(l-Cyclopropyl-8-methoxy-2,4-dioxo-l,23,4-tetrahydro-quina^ 
pynrolidin-3-yl] -cyclopropylamino } -propionitrile; 

3-{ l-[l-(3-Amino-l-cyclopropyl-8-methyl-2,4-dioxo-l ,2,3,4-tetrahydro- 
quinazolin-7-yl)-pyrroUdin-3-yl]~cycto^ 

3-{l-[l-(l-Cyclopropyl-8-methyl-2,4-dioxo-l,23,4-teti^ydro-qxu 
pyirolidin-3-yl]-cyclopropylamino}-propionitrile; 

3-({ l-[l-(3-Amino-l-cyclopropyl-8-methoxy-2,4-dioxo-l ,2,3,4-tetrahydro- 
quinazolin-7-yl)-pyrrolidin-3-yl] -cyclopropyl } -methyl-amino)-propionitrile; 
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-207- 

3-({l-[l^l^yclopropyl-8-methoxy-2,4-dio^ 

yl)-pyrrolidin-3-yl]-cyclopropyl } -methyl-ainino)-propionitrile; 

3-({l-[l-(3-Amino-l-cyclopro^ 
5 quinazolin-7-yl)-pyrrolidin-3-yl]-K:yclopropyl } -methyl-anuno)-propionitrile; 

3-({ l-[l-(l-Cyclopropyl-8-methyl-2,4-dioxo-l ,2,3,4-tetrahydro-quinazolin-7-yl)- 
pyrrolidin-3-yl] -cyclopropyl } -methyl-amino)-propioiiitrile; 

10 N-[2-[l-(3~Aimno-l-cyclo^ 

quinazolin-7-yl)-pyrroUdin-3-yl]-2-(2-cyano-ethylanun^ 

N-[2-[l-(l-Cyclopropyl-8-metfioxy-2,^^ 

pyixoUdin-3-yl]-2-(2-cyano-ethyl^ 

15 

N-[2-[ 1 -(3-Aimno- 1-cyclopro^ 
quinazoUn-7-yl)-pyrroMdin-3-yl]-2^ 

N-[2-[l-(l-Cyclopropyl-8-methyl-2^^ 
20 pyrroHdin-3-yl]-2-(2-cyano-efo^ 

N-{2-[l-(3-Amino-l-cyclopropyl-8-me 

quinazoUn-7-yl)-pyrroHdin-3-yl]-2-[(2-cyano-ethyl)-methyl-am 

acetamide; 

25 

N-{2-[l-(l-Cyclopropyl-8-methoxy-^ 

yl)-pyrroUdin-3-yl]-2-[(2-cyano-ethyl)-methyl-amm } -acetamide; 

N- { 2- [ 1 -(3-Amino- 1 -cyclopropyl-8-methyl-2,4-dioxo- 1 ,2,3 ,4-tetrahydro 
30 quinazolin-7-yl)-pyrroUdin-3-yl]-^^ 

acetamide; 



WO 2005/049605 



PCT/EB2004/003645 



-208- 

N-{2-[l-(l-Cyclopropyl-8-methy^ 
pyrrofcdin-3-yl]-2-[(2-cya^ 

3-{[l-(3-Anrino-l-cyclopropy^ 
5 quinazolin-7 -yl)-pyrrolidin-3 -ylmethyl] -amino } -butyronitrile ; 

3-{ [l-(l-Cyclopropyl-6-fluoro-8-meft^ 
quinazolin-7-yl)-pyrroUdin-3-ylme^ 

10 3-{[l-(3-Amino-l-cyclopropyl-6^ 

quinazoUn-7-yl)-pyrrolidin-3-ylmethyl]-amino}-bu1yroiu 

3-{[l-(l-Cyclopropyl-6-fluoro^ 

7-yl)-pyrroUdin-3-ylmethyl> 

15 

3-{ [l-(3-Amino-l-cyclopropyl-6-fluoro-8-methoxy-2,4-dioxo-l ,2,3,4-tetrahydro- 
quinazoUn-7-yl)-pyrrolidin-3-ylmethyl]-methyl-anu 

3 T {[l-(l-Cyclopropyl-6-fluoro-8-^^ 
20 quinazolin-7-yl)-pyrrolidin-3 -ylmethyl] -methyl-amino } -butyronitrile; 

3-{[l-(3-Amino-l-cyclopropyl-6^ 

quinazoUn-7-yl)-pyixoUdin-3-ylmefr^ 

25 3-{[l-(l-Cyclopropyl-6-fluoro-8-m^ 

7-yl)-pyrroUdin-3-ylmethy^ 

3_[5-(3-AmmcKl-cyclopropyl^ 

quinazolin-7-yl)-5-aza-spiro[2^4]hept-l-ylamino]-propionitrUe 

30 

3-[5-(l-Cyclopropyl-6-fluoro-8-mefo^^ 

7_yl).5-aza-spko[2.4]hept-l-ylamino]-propionitrile; 



WO 2005/049605 



PCT/IB2004/003645 



-209- 

3-[5-(3-Amino-l-cyclopro^^ 

quinazoUn-7-yl)-5-aza-spko[2.4fr^ 

5 3-[5-(l-tyclopropyl~6-fluoro-8-^^ 

7-yl)-5-aza-spiro[2.4]hept-l-ylamino]-propionitrile; 

3-{l-[l-(3-Amino-l-cyclopro^ 
tetrahydro-quinazoHn-7-yl)^ 

10 

3-{l-[l-(l-Cyclopropyl-6-fluoro-8-me^ 

quinazoHn-7-yl)-azetidin-3-yl]-propylamino } -propionitrile; 

3-{l-[l-(3-Amino-l-cyclopropy^ 
15 quinazolin-7-yl)-azetidin-3-y^ 

3-{l-[l-(l-Cyclopropyl-6-fluoro-8-methyl-2,4-dioxo-l,2,3,4-tetrahydro- 
qmnazoUn-7-yl)-azetidin-3-yl]-propylamino}-propionitrile; 

20 3-({l-[l-(3-Aiiiino-l-cyclopropyl«6-fluorcH8-methoxy-2,4-dioxo-l,23,4- 

tetrahydro-quinazolin-7-yl)-azetidin-3-yl]-propyl } -methyl-amino)-propionitrile; 

3-({l-[l-(l-Cyclopropyl-6-fluoro-8-m 

quinazolin-7-yl)-azetidin-3-yl]-propyl } -methyl-amino)--propionitrile; 

25 

3-({l-[l-(3-Amino-l^yclopropyl-6-fluoro-8-methyl-2,4-dioxo-l,2,3,4- 
tetrahydro-quinazolin-7-yl)-az»tidin-3-yl]-propyl } -methyl-amino)-propionitrile; 



3-({ l-[l-(l<:yclopropyl-6-flu^^ 
30 quinazolin-7-yl)-azetidin-3-yl]-propyl } -methyl-amino)-propionitrile; 



-210- 



3-{ l-[l-(3-Aniino-l-cyclopropyl-6-fluoro-8-methoxy-2,4-dioxo-l ,2,3,4- 
tetrahydro-quinazoUn-7-yl)-azetidin-3-yl]-cyclopropylamino } -propionitrile; 

3-{l-[l-(l-Cyclopropyl-6-fluor^ 
quinazolin-7-yl)-azetidin-3-yl^ 

3-{ l-[l-(3-Amino-l-cyclopropyl-6-fluoro-8-methyl-2,4-dioxo-l ,2,3,4-tetrahydro- 
quinazolin-7-yl)-azetidin-3-yl]-cyclopropylamino } -propionitrile; 

3-{l-[l-(l-Cyclopropyl-6-fluoro-8-methyl-2,4-dioxo-l,2,3,4-tetrahydro- 
quinazolin-7-yl)-azetidin-3-yl]-cyclopropylanuno}-propioniM 

3-({l-[l-(3-Amino-l-cyclopropyl-6-fluoro-8-methoxy-2,4-dioxo-l,2,3,4- 
tetxahydro-quinazolin^ 

propionitrile; 



3-({l-[l-(l-Cyclopropyl-6-fluoro-8-methoxy-2,4-dioxo-l,2,3,4-tetxahydro- 
quinazoUn-7-yl)-azetidin-3-yl]-cyd^ 

3-({ l-[l-(3-Amino-l-cyclopropyl-6-fluoro-8-methyl-2,4-dioxo-l ,2,3,4- 
tetxahydro-qiunazolin-7-yl)-azetidin-3-yl]-cyclopropyl}-methyl- 

propionitrile; 

3-({ l-[l-(l-Cyclopropyl-6-fluoro-8-methyl-2,4-dioxo-l ,2,3,4-tetrahydro- 
quinazoUn-7-yl)-azetidin-3-yl]-cyclopropyl}-methyl-amino)-propiom 

3-({l-[l-(3-Amino-l-cyclopropyl-6-fl^ 
tetxahydro-quinazoUn-7-yl)-azetidin-3-yl]^yclopropyl}-ethyl-a 

propionitrile; 



3-({l-[l-(l-Cyclopropyl-6-fluoro-8-methoxy-2,4-dioxo-l,2,3,4-tetrahy 
quinazolin-7-yl)-azetidin-3-yl]-cyclopropyl}-ethyl-amm 



WO 2005/049605 



PCT/IB2004/003645 



-211- 

3-({l-[l-(3-Amino-l-cycto^^ 

tetrahydro-quinazoUn-7-yl)«azetidin--3-yl]-cyclopropyl } -ethyl-amino)- 

propionitrile; 

3-({ l-[l-(l-Cyclopropyl-6-fluoro-8-methyl-2,4-dioxo-l ,2,3,4-tetrahydro- 
quinazoUn-7-yl)-azetidin-3-yl]-c^^ 

3-{[l-(3-Aiiuno-l-cyclopropyl^ 

quinazolin-7-yl)-pyrroUdin-3-ylmethyl]-ethyl-anun 

3-{ [l-(l-Cyclopropyl-6-fluoro-8-methoxy-2,4-dioxo-l ,2,3,4-tetrahydro- 
quinazoUn-7-yl)-pyiroUdin-3-yto 

3-{ [l-(3-Amino-l-cyclopropyl-6-fluoro-8-methyl-2,4-dioxo-l ,2,3,4-tetrahydro- 
quinazolin-7-yl)"pyrrolidin-3 -ylmethyl] -ethyl-amino } -propionitrile; 

3-{[l-(l-Cyclopropyl-6-fluoro-8-m 

7-yl)-pyrroHdin-3-ylmethy^^ 

3-({l-[l-(3-Amino-l-cyclopropyl^^ 
tetrahydro-quinazoHn-7^ } -ethyl-amino)-propionitrile; 

3-({l-[l-(l-Cyclopropyl-6-fluon>8-methoxy-2,4-cUoxcKl,23,4-te^ 
quinazoUn-7-yl)-pyrroUdin-3^ 

3-({l-[l-(3-Amino-l-cyclopropyl-6-fluoro-8-methyl-2^dioxo-l,23,4^ 
teti^ydr(>KiuinazoUn-7-yl)-pyiTolidin-3-yl]-ethyl } -ethyl-amino)-propionitrile; 

3-({l-[l-(l-Cyclopropyl-6-fluoro-8-^^ 
quinazoUn-7-yl)-pyrroUdin~3-yl]-eft^ 
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-212- 

3-{[l-(3-Amino-l-cyclopropyl-6-fl^^ 
quinazottn-7-yl)-3-methyl-^ 

3-{[l-(l-Cyclopropyl-6-fluoro-8-m 
5 quinazoUn-7-yl)-3-methyl-pyrroUdin-3-ylmethyl]-elJiyl-an^ } -propionitrile; 

3-{[l-(3-Ammo-l-cyclopropyl-6^ 

quinazoUn-7-yl)-3-methyl-pyrroU<ttn-3-ylmethyl]-ethyl-amino } -propionitrile; 

10 3-{[l-(l-Cyclopropyl-6-fluoro-8-m 

7-yl)-3-methyl-pyrroUdin-3-ylmethyl]-ethyl-aiiiino } -propionitrile; 

3-({ l-[l-(3-Anuno-l-cyclopropyl-6-^ 

tetiahydro-quinazoUn-7-yl)-pyirolidin-3-yl]-cyclopropyl}-et^ 
15 propionitrile; 

3-({l-[l-(l-Cyclopropyl-6-fluoro-8-^^ 

quinazolin-7-yl)-pyrrolidin-3-yl]-cyclopropyl } -ethyl-amino)-propionitrile; 

20 3-({l-[l-(3-Amino-l-cyclopropyl-6-fluoro-8-methyl-2,4-dioxo-l,2,3,4- 
tetrahydro-quinazoUn-7-yl)-pyrroUdin-3-yl]-cyclopropyl}-ethyl-a 

propionitrile; 

3-({l-[l-(l-Cyclopropyl-6-fluoro-8-^^ 
25 quinazoUn-7-yl)-pyrroUdin-3-yl]-cyd^ 

N-{2-[l-(3-Ainino-l-cyclopropyl-6-fluoro-8-methoxy-2,4-dioxo-l,23^ 
tetrahy(ko-quinazoUn-7-yl)-pyrroUdin-3-yl]-2-[(2-cyano-ethy 

ethyl } -acetamide; 

30 
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-213- 

N-{2-[l-(l-Cyclopropyl-6-fluoro-8-^^ 
quinazoHn-7-yl)-pyrroUdin-3^ 

acetamide; 

5 N-{2-[l-(3-Amino-l-cyclopropyl-6-fl^^ 

quinazoHn-7-yl)-pyrroUdM } - 

acetamide; 

N-{2-[l-(l-Cyclopropyl-6-fluoro-8-methyl-2,4-dioxo-l,23,4-tetrahydro- 
10 qmnazolm-7-yl)-pyrroU 

acetamide; 

3-{[l-(3-Amino-l-cyclopropyl-8-m 

quinazoUn-7-yl)-pyrrolidin-3-ylmethyl]-ethyl-amino } -propionitrile; 

15 

3-{[l-(l-Cyclopropyl-8-methoxy-2,4-dioxo-l,23,4-tetrahydro-quin 
pyrrolidin-3-ylmethyl]-ethyl-amino}-propionitrile; 

3-({l-[l-(3-Amino-l-cyclopropy^ 
20 qumazoHn-7-yl)-pyrroUd^ 

3-({l-[l-(l-Cyclopropyl-8-metlio^ 

yl)-pyrroUdin-3-yl]-ethyl}-ethyl-amino)-propionitrile; 

25 3<{Hl-(3~Anuno-l-cyclopro^ 

quinazolin-7-yl)-pyrrolidin-3-yl]-ethyl } -methyl-amino)-propionitrile; 

3-({l-[l-(l-Cyclopropyl-8-methyl^^ 

pyrroUdin-3-yl]-ethyl}-methyl-amino)-propionitrile; 

30 

3-{[l-(3-Amino-lK;yclopro^^ 
quinazoUn-7-yl)-3-methyl-pyrro^ 
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-214- 



3-{ [l-(l-Cyclopropyl-8-methoxy-2,4-ctioxo-l ,2,3,4-tetrahydro-quinazolin-7-yl)-3- 
methyl-pyrroUdin-3-ylmet^ 

5 3-{ [l-(3-Amino-l-cyclopropyl-8-methyl-2,4-dioxo-l ,2,3,4-tetrahydro-quinazolin- 
7-yl)-3-methyl-pyrroKdin-3-ylm^ 

3-{[l-(l-tyclopropyl-8-methyl-2,^ 

methyl-pyrroUdin-3-ylmethyl]-ethyl-amino}-propioiu 

10 

3-({ l-[l-(3-Anuno-l-cyclopro 

quinazolin-7-yl)-pyrrolidin-3-yl]-cyclopropyl } -e1hyl-amino)-propionitrile; 

3-({ l-[l-(l-Cyclopropyl-8-metho^ 
15 yl)-pyrroUdin-3-yl]-cyclopropyl }-ethyl-amino)-propionitrile; 

3-({l-[l-(3-Aimno-l-cyclopro^ 
tetxahydro-qmnaz^^ 

propionitrile; 

20 

3-({l-[l-(l-Cyclopropyl-6-fluoro-8-m 
quinazoUn-7-yl)-pyrroUdin-3^ 

N-{2-[l-(3-Amino-l-cyclopropy^ 
25 quinazolin-7-yl)-pyrrolidin-3 -yl] -2- [ (2-cyano-ethyl)-ethyl-amino] -ethyl } - 

acetamide; 

N-{2-[(2-Cyano-ethyl)-ethyl-amin^^ 

l,2,3,4-teti^ydro-quinazolin-7-yl)-pym)Ud^ 

30 



WO 2005/049605 



PCT/IB2004/003645 



-215- 

N-{2-[l-(3-Ainino-l-cyclopropyl-8-methyl-2,4-dioxo-l,2,3,4-tetrahydro- 
quinazolin-7-yl)-pyrroHdin-3-yl]-2-[(2-cyano-ethyl)^thyl-ainino]-ethyl}- 

acetamide; 

5 N-{2-[(2-Cyano-ethyl)-ethyl-amino]-2-[l-(l-cyclopropyl-8-methyl-2,4-dioxo- 
l,23,4-teti^ydro-quinazoUn-7-yl)-pyiroUdin-3-yl]-ethyl}-acetamide; 

3-{ l-[l-(3-Amino-l-cyclopropyl-8-methyl-2,4-dioxo-l ,2,3,4-tetrahydro- 
quinazolin-7-yl)-azetidin-3-yl]-propylamino } -propionitrile; 

10 

3-{l-[l-(l-Cyclopropyl-8-methyl-2,4-dioxo-l,23,4-tetrahydro-quinazolin-7-yl)- 
azetidin-3-yl]-propylamino } -propionitrile; 

3-{ [l-(3-Amino-l^yclopropyl-8-methyl-2,4-dioxo-l ,2,3,4-tetrahydro-quinazolin- 
15 7-yl)-3-methyl-azetidin-3-ylmethyl]-amino} -propionitrile; 

3-{[l-(l-Cyclopropyl-8-methyl^ 

metiiyl-azetidin-3~ylmethyl]-ai^ 

20 3-{l-[l-(3-Aimno-l-cycto 

quinazoUn-7-yl)-azetidin-3-yl]-cyclopropylamino } -propionitrile; 

3-{ Hl-(l-Cyclopropyl-8-me^ 

azetidin-3-yl]^yclopropylamino}-propionitrile; 

25 

3- { [ 1 -(3- Amino- 1 -cyclopropyl-8-methyl-2,4-dioxo- 1 ,2,3 ,4-tetrahydro-quinazolin- 
7-yl)-3-ethyl-azetidin-3-ylmethyl]-amino}-propionitrile; 



3-{ [l-(l-Cyclopropyl-8-methyl-2,^ 

ethyl-azetidin-3 -ylmethyl] -amino } -propionitrile=; 
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-216- 

3-Amino-3-[l-(5-amino-8^ 

oxa-3a,5-diaza-phenalen-9-yl)-pyiToUdin-3-yl]-propionitrile; 

3-Amino-3-[l-(8-fluoro-3-m^ 
5 diaza-phenalen-9-yl)-pyiroUdin-3-yl]-propioiiitrile; 

3-Amino-3-[l-(3-amino- l-cyclopropyl-6-fluoro-2,4-dioxo- 1 ,2,3,4-tetrahydro- 
pyrido[23-d]pyrimidin-7-y^ 

10 3-Amino-3-[l-(l-cyclopropy^ 

d]pyrimidin-7-yl)-pyrro^ 

3-Amino-3-[ l-(3-amino- l-cyclopropyl-6-fluoro-8-methoxy-2 9 4-dioxo- 1 ,2,3 ,4- 
tetrahycko-quinazoUn-7-yl)-^ 

15 

3-Amino-3-[l-(l-cyclopro^ 

quinazolin-7-yl)-pyrrolidin-3-yl]-propionitrile; 

3-Amino-3-El-(3-amino-l-cyclo^^ 
20 tetrahydro-qirinazolin-7-yl>^ 

3-Amino-3-[l-(l-cyclopropyl-6-fl^ 

qvdnazoUn-7-yl)-pyrrolidin-3-yl]-propioiiitrile; 

25 3-Amino-3-[l-(3-amin<>l-cyclop 

quinazoHn-7-yl)-pyiroUdin-3-yl]-propionitrile; 

3-AmincH3-[l-(l-cyclopropyl-6-flu^^ 

yl)-pyrrolidin-3-yl]-propionitrile; 

30 

3-Annno-3-[l-(3-amin<>l-cyclo^ 

quinazoUn-7-yl)-pyrrolidin-3-yl]-propionitrile; 
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-217- 



3-Amino-3-[l-(l^yclopropyl-8-me^ 

quinazoUn-7-yl)-pyrroUdin-3-yl]-propionitxile; 

5 3-Amino-3-[l-(3-amino-^ 

quinazolin-7-yl)-pyrrolidin-3-yl]-propioiiitrile; 

3-Amino-3-[l-(l-cyclopropyl-8-m 

7-yl)-pyrroUdin-3-yl]-propionitrile; 

10 

3-Amino-3-[l-(3,5-diamino-l-cyclopropyl-8-methoxy-2,4-dioxo-l,2,3,4- 
tetrahydro-quinazoUn-7-y^ 

3-Amino-3-[l-(5-amino-l-cyc^^ 
1 5 qiunazolin-7-yl)-pyrrolidin-3-yl]-propionitrile; 

3-Amino-3-[l-(3,5-diamino-l^ 

quinazolin-7-yl)-pyrrolidin-3-yl]-propionitrile; 

20 3-Amnc^3-[l-(5-anu^ 

quinazoUn-7-yl)-pyrroUdin-3-yl]-propionitrile; 

3-Amino-3-[l-(3-amino-l-cyc^^ 
tetxahydro-quinazolin-7-yl^^ 

25 

3-Anmo-3-[l-(l-Cyclopropy^ 

quinazoUn-7-yl>pyrroUdin-3-yl]-2,2-dimethyl-propionitrUe; 



3-Amino-3-[l-(3-amino-l-^ 
30 tetrahydro-quinazolin-7-y^ 
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-218- 

3-Amino-3-[l-(l^yclopropyl-6-flu^^^ 

quinazoUn-7-yl)-pyrroUdin-3-yl]-2,2-dimethyl-propioiu 

3-Amino-3-[l-(3-amino-l-cyclopropyl-8-methoxy-2,4-dioxo-l,23 
5 qxiinazolin-7-yl)-pyn*oUdin-3-yl]-2,2-dimethyl-propioiiitri^ 

3-Amino-3-tl-(l-cyclopropyl-8-methoxy-2,4-dioxo-l,23,4-tetrahydro- 
quinazoUn-7-yl)-pyrroUdin-3-yl]-2,2-dimethyl-prop 

3-Amino-3-[l-(3-amino-l-cycto^^ 

quinazoHn-7-yl)-pyrroUdin-3-yl]-2,2-dimethyl-propioni^ 

3-Amino-3-[l-(l-cyclopropyl-8-mefo^ 

7-yl)-pyrroHdin-3-yl]-2,2-dimethyl-propionitrile; 

3-Amino-3-[l-(3,5-diaimno^ 
tetrahydro-quinazolin-7-y^^ 

3-Amino-3-[l -(5-amino- 1 -cyclopropyl-8-methoxy-2,4-dioxo- 1 ,2,3 ,4-tetxahydro- 
quinazolin-7-yl)-pyrroHdin-3-yl]-2,2-dimethyl-propiom 

3-Annncn3-[l-(3,5-dianri^ 

quinazoUn-7-yl)-pyrroUdin-3-yl]-2,2-dimethyl-propionit^ 

3-Amino-3-[l-(5-amino-l-cyclopro^ 

quinazoUn-7-yl)-pyiroUdin-3-yl]-2,2-dimetliyl-propiom 

3-Amino-3-[l-(3-amino-l-cyd^ 

quinazolin-7-yl)-pyrrolidin-3-yl]-propionitrile; 

3-Ammo-3-[l-(l^yclopropyl-6- 

yl)-pyrrolidin-3-yl]-propionitrile; 
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-219- 

3-[l-(3-Amino-l-cyclopropyl~6-fluoro-2,4-dioxo-l,2,3,4-tetrah 

yl)-pyrroHdin-3-yl]-3-methylamino-propionitrile; 

5 3-[l-(l-cyclopropyl-6-fluoro-2/^ 

pyrroHdin-3-yl]-3-methylamino-propionitrile; 

3-[l-(5-Amino-8-fluoro-3-meta^^ 
cHaza-phenalen-9~yl)-pyrroU^ 

10 

3-[l-(8-Fluoro-3-methyl-4,6-c^ 
phenalen-9-yl)~pyrroHdm^ 

3-[H3-Amino-l-cyclopro^^ 
15 d]pynmidm-7-yl)-py^^ 

3-[Hl-cyclopropyl-6-fluoro-2^ 

d]pyrimidin-7-yl)-pyiroUdin-3-yl]-3-methylam 

20 3-[l-(3-Amino-l-cyclopropy 

quinazoUn-7-yl)-pyrroHdi^ 

3-[l-(l-cyclopropyl^-fluoro-8-methoxy^ 

7-yl)-pyixoUdin-3-yl]-3-methylamino-propioiiitrile; 

25 

3-[l-(3-Amino-l-cyclopropyl-6-fl^^ 

quinazolin-7-yl)-pyrroUdin-3-yl]-3-methylamino-propioni^ 



3^1-(l-cyclopropyl-6-fluoro-8-met^ 

yl>pyrroUdin-3-yl]-3-methylamino-propionitrile; 
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-220- 

3-[l-(3-Amino-l-cyclopropyl-8-methoxy-2,4-dioxo-l,2,3,4-tetrahydro- 
quinazoUn-7-yl)-pyrroUdin-3-yl]-3-methylamino-propionitrile; 

3-[l-(l-cyclopropyl-8-methoxy-2,4-dioxo-l,2,3,4-tetrahydro-quinazoUn-7-yl)- 
5 pyrrolidin-3-yl]-3-methylaniino-propionitrile; 

3-[l-(3-Airdno-l-cyclopropyl-8-methyl-2,4-dioxo-l,23,4-tetrahydro-quinazolin- 
7-yl)-pyiroUdin-3-yl]-3-methylamino-propionitiile; 

10 3-[l-(l-cyclopropyl-8-methyl-2,4-dioxo-l,2,3,4-tetrahydro-quinazolin-7-yl)- 

pytrolidin-3-yl]-3-methylamino-propionitrile; 

3-[l-(3,5-Diamino-l-cyclopropyl-8-methoxy-2,4-dioxo-l,2,3,4-tetrahydro- 
quinazolin-7-yl)-pyrroUdin-3-yl]-3-methylaimno-propionitrile; 

15 

S-tl-CS-amdno-l-cyclopropyl-S-methoxy^AtMoxo-l^^^tetrahydro-quinazolin- 
7-yl)-pyrroUdin-3-yl]-3-methylamino-propionitrile; 

3-[l-(3,5-Diamino-l-cyclopropyl-8-methyl-2,4-dioxo-l,2,3,4-tetrahydro- 
20 quinazolin-7-yl)-pyrroHdin-3-yl]-3-methylamino-propionitril^ 

S-tl-CS-amino-lKjyclopropyl-S-methyl^^-dioxo-l^^.^tetrahycko-quinazolin^- 
yl)-pyiroUdin-3-yl]-3-methylamino-propionitrile; 

25 3-[l-(3-Amino-l-cyclopropyl-6-fluoro-8-metho^ 

quinazoUn-7-yl)-pyrroUdin-3-yl]-2,2-dimethyl-3-methylamino-propionitiU^ 

3-[l-(l-Cyclopropyl-6-fluorcH8-methoxy-2,4-dioxo-l,23,4-te1xahydro-quinazoliii- 
7-yl)-pyrroHdin-3-yl]-2,2-dimethy^ 

30 

3-[l-(3-Ammo-l-cyclopropyl-6-fluoro- 

quinazolin-7-yl)-pyrroUdin-3-yl]-2,2-dimethyl-3-methylamino-propioni 
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3-[l-(l-Cyclopropyl-6-fluoro-8-methyl-2,4-dioxo-l,23,4-tetrahydro-quinazolin- 
7-yl)-pyn:oUdin-3-yl]-2,2-dimethyl-3-methylamino-propionitrile; 

5 3 -[H3-Anuno-l-cyclopropyl-8-methoxy^ 

quinazoUn-7-yl)-pyiToUdin-3-yl]-2,2-dimethyl-3-methylamino-propioniW 

3-[l-(l-Cyclopropyl-8-methoxy-2,4-cUoxo-l,2,3,4-tetrahydro-quinazoUn-7-yl)- 
pym)Udin-3-yl]-2,2-dimethyl-3-methylamino-propionitrile; 

10 

3-[l-(3-Amino-l-cyclopropyl-8-methyl-2,4-cUoxo-l,2,3,4-tetrahydro-quinazoUn- 
7-yl)-pyrroUdin-3-yl]-2,2-dimethyl-3-methylamino-propioiutrile; 

3-[l-(l-Cyclopropyl-8-methyl-2,4-dioxo-l,23,4-tetrahydro-qiiinazoUn-7ryl)- 
15 Py^o^^n-S-yy^^-dimethyl-S-methylamino-propionitrile; 

3-[l-(3,5-Diamino-l-cyclopropyl-8-methoxy-2,4-dioxo-l,2,3,4-tetrahydro- 
quinazoHn-7-yl)-pyrroHdin-3-yl]-2>^ 

20 3-[l-(5-ainino-l-cyclopropyl-8-methoxy-2,4-dioxo-l,23,4-tetrahydro-quinazoUn- 
7-yl)-pyiroUdin-3-yl]-2,2-dimethyl-3-methylanuno-propionitrile; 

3-[l-(3,5-Diamino-l-cyclopropyl-8-methyl-2,4-dioxo-l,2,3,4-tetrahydro- 
quinazoUn-7-yl)-pyrroH(Kn-3-yl]-2,2-dimethyl-3-methylamino-propionitm 

25 

3-[H5-ammo-l-cyclopropyl-8-methy^^ 

yl)-pyiroKdin-3-yl]-2,2-dimethyl-3-methylairuno-propionitrile; 



30 



3-[2<3-Amino-lK;yclopropyl-6-fluoro-8-methoxy-2,4-dioxo-l,23,4-tetrahydro- 
quinazolin-7-yl)-octahydro-cyclopenta[c]pyn-ol-4-ylaiiuno]-propionitiile; 
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3-[2-(3-Amino-l-cyclopropyl-8-methoxy-^^ 
qmnazottn-7-yl)-octahydr^ 

3-[2<l-Cyclopropyl-6-fluoro-8-me^ 
5 7-yl)-octahydro-cyclopenta[c]pyrrol^ 

3-[2Kl-Cyclopropyl-6-fluoro-8-methoxy-2^ 
7-yl)-octahydro-cyclopento 

10 3-[2-(l-Cyclopropyl-8-methoxy-2,4-dioxo-l,2,^^ 

octahydro-cyclopenta[c]pyirol-4-ylamino]-propionitrile; or 

3-[2-(l-Ctyclopropyl-8-m^ 

octahydro-cyclopenta[c]pyirol-4-ylamino]-propionitrile. 

15 

14. A pharmaceutical formulation comprising a compound of formula I, n, m, 
IV, V, or VI admixed with a pharmaceutical^ acceptable diluent, carrier, 
or excipient. 



20 15. A method of treating a bacterial infection in a mammal, comprising 
administering to a mammal in need thereof an effective amount of a 
compound of formula I, n, HI, IV, V, or VI. 



25 



